per •* * » m 




51) BIB^fr#^ 6 

C07D 211/44, 401/12, 409/12, A61K 

31/445 



Al 



(11) i^Mtf 



(43) ffl 0 



WO96/16940 



1996^6^ 6 0 (06.06.96) 



21) BRfflK*^ 

22) BSSfflKB 

30)***-? 5 — * 
ftIB ¥6/299963 
ftlg ¥7/105205 



PCT0P95/D2458 
1995^12^ IB (01.1Z95) 



1994¥12^ 2 0(02.12.94) JP 
1995*M,S 28 B (28.04.95) JP 
1995*^8^3 6(03.08.95) JP 



(YAMANOUCHI PHARMACEUTICAL CO., LTD.)[JP/JP] 
t 103 jKJtf&^ifeE B *«**T2T B3#ll# Tokyo, (JP) 

Pfj^#/tUKA (*BKoVC<0*) 
spiLttiteCHIRAYAMA, Fnku«hi)pP/JP] 
T305 Hi»9k^> < «m# B — T B 37#3-302 Ib»i»ki, (JP) 
tr*£tfc£(KOSHIO, Hiioyoki)pP/JP] 

=F305 ^**0< tfm-ro* = TBl7#5-201 Io«aki,(JP) 
C:*tt = (MATSUMOTO, Y«xo)PP/JP] 
T 302 SftttSMSl^rtJ^*®?^ Ibanki, (JP) 
)II«*^(KAWASAKL Tomihis»)[TP/JP] 

f 305 2fr»*o < tfm=pm-T a 18*5-203 ib.r»id, op) 



J)P3fcISS](KAKU, Seiji)[JP/JP] 

T433 #ra»»«ftm*fiBT378-l 

* #-< t /WXP9J*S£#I8401 Skiznoka, (JP) 

WJR fl?!(YANAGISAWA, ls»o)[JP/JP] 

T 177 E*I«>#*-T B 22#8# Tokyo, (JP) 

(74) ft«A 

#35± fi?^ H, ^1-(NAGAL Skozo ot «1.) 
t 174 *SC»S«E/hSiRlT i 1*8^- 
ih2.\*mm&*.£it Tokyo, (JP) 

(8i) m&m 

AM, AU, BB, BG, BR, BY, CA, CN, CZ, EE. FL OE, HU, IS, JP, 
KE, KG, KR, KZ, LK, LR, LT, LV, MD, MG, MK, MN. MW, 
MX. NO, NZ, PL, RO, RU, SD, SG, SL SK, TJ, TM, TT, UA, 
US, UZ, VN, ftaWlrXAT/fl, CH, DE, DK, ES, FR, OB, OR, 
IE, IT, LU, MC, NL, PT, SE), OAPH*?r(BF. BJ, CF, CG, CI, 
CM, GA, GN, ML, MR, NE, SN, TD, TO), ARIPO^ffHKE. LS, 

mw, sd, sz, voy. 



(54) Tifc. : NOVEL AMIDINONAPHTHYL DERIVATIVE OR SALT THEREOF 



(54) mmttrx s*y*-**-#nHM«tt*»«i 



Cl 

o 

O 



HN 



H 2 N 




R 1 



2Jt 



(I) 



CCH 8 1 



x 
I 

-c- 



(a) 



0 0 

1 I 

-c-c- 



(b) 



(57) Abstract 

Ac amidinonaphthyl derivative. formula W J ng»» eno fe ^, ems hy^/tower alkoiy. etc.; 

mSSSSSSS^S B^senu lower alkylene or cartonyl; and n is 0 or I. 



Printed from Mimosa 01/12/05 16:52:24 Page: 



(5 7) 



HN 



H 2 N 




.N 



0 -£ 



cch 2 : 



B : «T*+U n : 0X1*1) 



At 

AM 

AT 

AU 

AZ 

BB 

BE 

BF 

BG 

B J 

BR 

BY 

CA 

CF 

CG 

CH 

C I 

CM 

CN 

cz 

DE 



DK T^T— £ 

EE **£f T 

fr yyy^ 

GA 
GB 

GE 2 A i 7 
GN 

g r 

HU a^J- w 

ie t^a^k 

I S T-f>j9^K 
IT 

P B* 

E ^ — T 



LI !> tf^Va^>f^ 



-HKPC 

LK 
LR 
LS 
LT 
LU 
LV 
MC 
MD 
MG 
MK 

ML 
MN 
MR 
MW 
MX 
NE 
NI- 
NO 
NZ 
PL 



PT 
RO 
RU 
SD 
SE 
SG 
S 1 
SK 
SN 

sz 

TD 
TG 

FA 




VN 



A' — 

hA^*-**^ 

5-c^^^V^fDB 



Printed from Mimosa 01/12/05 16:52:26 Page: 2 



WO 96/16940 



m * cd m a 



PCT^W02458 



HN »' R3 Y' 



-n 

(CH 2 )n 



R 1 :7K*aE^ Xli^-A-W-R 4 -C^^nSS 

X 0 0 

A :*-&--C**n«. «-C-l!-t*^*«Xtt<-S0, -Tff 

R* telRT;U IftSnTl^fciVW^+A*, ft 

-«l< i*j;-MT*+AT • ; f t* ft&£*n 

R' :ttj[T^*i 

r 3 i**^. '^y^ ******** 7;;$, -h 

1 4 7 



Printed from Mimosa 01/12/05 16:52:28 Page: 3 



WO 96/16940 PCT/JP95/02458 

n : 0X12 1 ) 

2. R 4 ^L-<(iR s KfctfSg&^nTl^Tk^ffilKT Jl^JUm, R 4 <" 
fctf.z>g&i£tiTi>T t D7;^;HXIiR 5 life £g&£nrt>T 

t;u^^S. DT^+^SXfif&IRT^^y R 4 c: & s g 

o 

% ^bag N {ftjRT7U#y >f Jim. \&WlT Jl^*i;m, MIT )l =3 ^£ 7t,*\=- 

m 

DP:^oy>i^ *;u^>^;us> 7;;i, -hnS, 7jcffif 

f£ifRT7l/^yt/£ 

3. R 4 7^7j<&& ; t^7;i/3 + -/S ; noy >J^T". * 7U*> istim, ttJi 

14 8 



Printed from Mimosa 01/12/05 16:52:29 Page: 4 




WO 96/16940 

4. 5C-A-W-R 4 -C***l*»*<. ttTAS*^ ft«T*3*i/* 
y^vS5XsT-oy^, *^<*-f*». M7*=*^ 

^t:-^t<ti7x^St'fift$nti>TUiM£»7^*;^^*-^ 
l 3 + ->^^stil^^nt^TU^N-M7;^^-N-M7;i,n 



1 4 9 



Printed from Mimosa 01/12/05 16:52:30 Page: 5 



WO 96/16940 



PCT/JP95/02458 



0 0 
II II 

5 . A^xt- c - c -T'mztiz&x'&zmxomm 1 — 3 i*r*ia> 1 iifeis 

6. A^-S0 2 -T^$n**"C*S»*©IEIB 1 - 3 i^rn^ 1 iiietst 

7. N— [4- [ ( 1 -T± V<< 5 K-f/U- 4 - t°^< y i/yU-) ^jr — 

- N — C (?-7; 'Jj — 2— ~f"?f- ;u) -n '-yf;^A7 7 

~ K, jh^-;u N- [N - 4 — [ ( 1 -T-tr h-f ; K-f 4 - f^U * 
*s/] — N— [ (7-7;-?;-2-t7f;b) ^f;i/] ^Jiy T ^ 

<fJl] *>Jl"<jt- K 4 - [N - 4 - [ (1 -7-th-fi >V^-4- e^'J 

;iO 3j-*->] — ;b] -N- [ (7-7;^;-2-t7f;i/) >uu 
77*^^] 'OtZ-f y tTisy h\ N — [4 - [ ( 1 -T-tr h-r ^ F-r;u- 4 

- f^'j >>;tO 7x-;H -N- [ (7-7; i^y - 2 -:J-:7?->aO ^ 

f^U] y^-f^tf ^ y 9Tis-j K N . N- [N- [4 - [ ( 

1 - T-tr b-T $ K>f;U- 4 - f^'J -N- [ ( 7 — T 

;i?;-2-t7f A) T *-f ;U] ?*'J^*-K N- [N-4 

- [ (1-7-th-f 5 K-f 4 - f^»; c^u) 7 *— a,] -N- [ ( 
7-7;i?;-2-t7f;b) ^77^^^] -N-xh + i/*;l,t; 
-;b^'J i/>SO f N- [N- 4 - [ ( 1 - T-tr h $ K-OU- 4 - fc'^U 

7x-^] — N— [ (7-7;-7;-2-t7f^) 7^7 7 

8. TIE— f&tf. (1) T'^^tl^T = i-7 1 7->im&i*Xit*:(D$im¥to 



1 5 0 



Printed from Mimosa 01/12/05 16:52:32 Page: 6 



WO 96/16940 




R> :**«^ Xti^-A-W-R* T^SnSH 

x 00 



- x 

;uS 

n : OXi* 1 ) 

1 5 1 



Printed from Mimosa 01/12/05 16:52:33 Page: 7 



WO 96/16940 PCT/JP95/02458 



1 5 2 



Printed from Mimosa 01/12/05 16:52:34 Page: 8 



International applies tic 

PCT/JP95/02458 



tic^j^^" 



j INTERNATIONAL SEAR^fclEPORT 

— ^OSSIFICATION OF SUBJECT MATTER 

IiS^T* C07D211/44 , 401/12, 409/12, A61K31/445 

to .nternanonnl Paten, CmgtoUo . (IPO or to both national edification «* 1P ° ^ 

"5 CTPTDS SE ARCHED ■ — — 

_ ■ : /dM-incation >va tun followed by dassificeuon »ytnbola) , 

^nlT^^^^BB, 401/00-14 , 409/00-14, A61K31/ 395-55 



~Elecn-onic da. base co-uited durin, the iotcrnsuoml a--, (name of data base and. where pracncablc, sesreh term, use„ } 
CAS ONLINE 



C DOCUMENTS CONSIDERED TO BE RELEVANT 

Citation of document, with indication, where appropriate, of the relevant passage. 



Category* 
» A 



J 



jp 5-208946, A (Daiichi Seiyaku Co., Ltd.), 
A U q US t 20, 1993 (20. 08. 93) 
FS! 540051. A & CA, 2081836, A 
& CN, 1072677, A 



Relevant to claim No. 
1-12 



Further document! are listed in the continuation of Box C. 

Special ceteforiee ol elied docomeata: 
I -A- d ^™.o^*d-fe^l-»ofd»^w k lcbU^««»«*d««' 

, -o- r^r^tra, me. ex.ib.uo. or m«r 



{ | See patent family annex. 



- r docsme.t pnbUabed prior to the International filing data bat later I 

the priority date claimed 

Date of the actual completion of the international search 
February 15, 1996 (15. 02. 96) 



published after the Interna tfomal filing date or priority 
date and moc is coeflic. with the application but cited to naderstand 
Ike principle or theory .oderiyiag the invention 
-X- docs»est of pertJcwlai relevance; the cjalmed irrveetion cannot l be 
coSdered novel or cannot be considered to Involve aa inventive 
step when the doesmcaJ i» taken alone 
-Y- docemeat of particular relevance; the claimed irrvenDoa QMrt be 
ooSdeftd toinvolve an inventive ntep when the document Is 
combined with one or more other such documents, nocfa comb 
being ©ovioos to a person skilled in the art 

t family 



[ Name and roailins address of the ISA/ 

Japanese Patent Office 

J Fscsimile No. ^ ^ _ — — — 
Form PCT/1SA/210 (second sheet) (July 1992) 



*&** document member of the 
Date of mailing of the international search report 

March 5, 1996 (05. 03. 96) 



Authorized officer 



Telephone No. 



Printed from Mimosa 01/12/05 16:52:35 Page: 9 



IS Hi n X N 



i5Ps;m»*<9 fct/jp 



95/02458 



A. (»RM«»H>» (IPC) ) 

Int. C/» CO 7 D2 1 1/4 4 , 4 0 1/1 2 , 4 0 9/1 2 , 
A 6 1 K3 1/4 4 5 



»s«rtf itcB'mvm (®».«*#a ( i pc> ) 

Int. OZ» C07D211/00-98 ,401/00-14 ,409/0 0-14, 
A61K31/395-55 



OAS ON LINE 



— 






A 


JP, 5-2 0 8 9 4 6, A ( M— SSIIH*5£#*i ) . 
2 0. 8 M. 1 993 ( 20. 0 8. 9 3 ) 
tEP, 540051, A&OA, 208183 6, A 
4. ON, 107267 7, A 


1-12 


□ c»©«s 





i r L j Bxmz^a***^******** 0 ** 0 *'"* 



15. 0 2. 9 6 








***°% x $m**ir (isa/jp) 


«•»*«* (««©*> 

A # IB 35 © 

03-3581-110! rt* 


4 C 


8 2 17 


1 3 4 5 3 



«SCPCT/ISA/2 I 0 Cms*-*-) d 9 9 2*7fl) 



Printed from Mimosa 01/12/05 16:52:37 Page: 10 



Online Euro^lan Patent Register - R^Jlts 



Page 1 of 



Statu s of the database as of 05-12-2001 (dd-mm-yyyy) 
Choose your View: |AII data mentioned in Rule 92 and EPIDOS 

Return to Search Screen 

blication numbers, publication type and publication dates 

EP0798295 A1 01-10-1997 [1997/40] 
W096 16940 06-06-1996 [1997/40] 
plication numbers and filing ^^^^ (95938625 . 1) 

Date of filing 01-12-1995 [1997/40] 

WO1995JP02458 

te of publication of search report 

Date of supplementary search 

report 19-01-1998 [1998/10] 

Date of international search 
report 06-06-1996 
International Searching 
Authority 
iority number, priority date 



13 



assification (IPC) 
?signated states 
iglistftitle 
■ench title 
erman title 



JP 

JP19940299963 02-12-1994; 
JP19950105205 28-04-1995; 
JP19950198816 03-08-1995 [1997/40] 

C07D211/44; C07D401/12; C07D409/12; A61K31/445 [1997/40] 

AT , BE , CH , DE , DK , ES , FR , GB , GR , IE , IT , LI , LU , MC , NL , PT , SE [1997/40; 
NOVEL AMIDINONAPHTHYL DERIVATIVE OR SALT THEREOF [1997/40] 
NOUVEAU DERIVE D'AMIDINONAPHTYLE OU SEL DE CELUI-CI [1997/40] 



NEUES AMIDINONAPHTHYLDERIVAT ODER DESSEN SALZ [1997/42] 
esianated states, applicant name, address 

eSign ' HH FOR ALL DESIGNATED STATES 

YAMANOUCHI PHARMACEUTICAL CO. LTD. 
No. 3-11 Nihonbashi-Honcho, 2-chome Chuo-ku 
Tokyo 103/JP [1997/40] 



iventor name, address 



Representative name, address 

: iling language 
Procedure language 



01 / HIRAYAMA, Fukushi / 37-3-302, Kasuga 2-chome / Tsukuba-shi, Ibaraki 305 / JP 

02 / KOSHIO, Hiroyuki / 17-5-201 , Ninomiya 3-chome / Tsukuba-shi, Ibaraki 305 / JP 

03 / MATSUMOTO, Yuzo / 9-6, Oaza Kuwahara / Toride-shi, Ibaraki 302 / JP 

04 / KAWASAKI, Tomihisa / 18-5-203, Sengen 1-chome / Tsukuba-shi, Ibaraki 305 / JP 

05 / KAKU, Seiji / Sky Hills Kaisei 2-401, 378-1 , Takaoka-cho / Hamamatsu-shi, Shizuoka 
433 / JP 

06 / YANAGISAWA, Isao / 22-8, Shakujiidai 2-chome / Nerima-ku, Tokyo 177 / JP 
[1997/40] 

Geering, Keith Edwin 

REDDIE & GROSE 16 Theobalds Road 

London WC1X 8PL/GB [1997/40] 

JA 

EN 



ocation of file and fax number for file inspection requests 

Application is treated in (/fax-nr) MUNICH/(+49-89) 23994465 
3 CT: Acts performed for entry into EPO regional phase 

Acts performed for entry into the 

regional phase 26-06-1997 

- National basic fee paid 01 -07-1 997 

- Search fee paid 01 -07-1 997 

- Designation fee(s) paid 01-07-1 997 

- Examination fee paid 01-07-1997 
Date of filing of translation 26-06-1 997 

Examination procedure 

Date of request for preliminary 
examination 08-02-1996 

avascript:top.waitPage() 



06.12.200 



Page 2 of 

request for examination ^^1-07-1997 [1997/40] 
Examination report(s) A.96(2). R.51(2) 

date dispatch/time-limit/reply 01 -03-2000/M06/07-09-2000 

lewal fees 

Renewal fee A.86 (patent year / 
naicn 03/01-07-1997 
H ' 04/11-12-1998 

05/09-12-1999 

06/13-12-2000 

^uments cited in the European Search 

EP0048433 A[A]; 
US4563527 A [A]; 
US4634783 A [A] 

[ ] See also references of WO 9616940A1 
cuments cited in the Internationa. Search^ a ^ 

[ ] See also references of EP 0798295A1 
[ End of Data ] 

Return to Search Screen 
06-12-2001 14:59:26 



06.12.200 



This Page is Inserted by IFW Indexing and Scanning 
Operations and is not part of the Official Record 

BEST AVAILABLE IMAGES 

Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ black borders 

0 image cut off at top, bottom or sides 

□ faded text or drawing 

0 blurred or illegible text or drawing 

□ skewed/slanted images 

□ color or black and white photographs 

□ gray scale documents 

Klines or marks on original document 

□ reference(s) or exhibit(s) submitted are poor quality 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 



THIS PAGE BLANK (usptoj 



